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Table 1. Loracarbef concentrations in genital organs after a single oral dose of 200 mg

Time after Serum (ug/ml) Genital organ (ug/g)
No. | administration . . . . . .| portio .
(h:m) peripheral vein | uterine artery | endometrium | myometrium | cervix uteri vaginalis oviduct | ovary
1 1:03 ND ND ND ND ND ND ND ND
2 1:55 2.1 2.96 0.665 0.270 0.340 0.540 | 0.775 | 0.510
3 4:40 1.36 1.30 0.055 0.120 0.140 0.120 | 0.300 |0.230
4 5:20 0.32 0.30 ND ND ND ND ND ND
ND: not detected (<0.04 pg/ml or g)
Table 2-1. Clinical results of loracabef treatment
; Dosage
vol ace | Disenos Is"'a‘;d Qrgmsm G MIC | : Notes Clinical | Side
0| hee | Pragnosis core (ug/mi) | dally dose | duration | total (clinical response) effect | effects
after (mg) | @ay) | @
P. anaerobius (+) i 6.25 lower abdominal pain {
1 | 23 |endometritis | CNS (+) i 3.13 600 7 4.2 |tenderness of uterus | good -
NT WBC 9730 — 6220
gep:;ﬁ:':;‘lgqcats Sp- E*z g?g lower abdominal pain | fever |
2 | 23 |endometritis | S 2aeImAs _____At) ¢ S 400 5 2.0 |tenderness of uterus ! good -
Peptostreptococcus sp. (+) WBC 8340 — 4280
S. epidermidis (+)
lower abdominal pain |
3 | 25 |endometritis %:%”—; 313 600 5 3.0 [tenderness of uterus ! good | —
4 P- WBC 11290 — 7200
S. epidermidis (+)
ﬁ:;tt::m:oim s EI; lower abdominal pain | fever |
4 | 19 |endometritis CEPIOSTTEPIOCOCCUS Sp. A+) 600 5 3.0 | tenderness of uterus | good -
S. epidermidss (+) WBC 11330 — 6250
Bacterotdes sp. (+)
Peptostreptococcus sp. (+)
H. influenzae (+) i 6.25 lower abdominal pain | fever {
5 | 26 |endometritis | Peptostreptococcus sp. (+) i 12.5 400 7 2.8 |tenderness of uterus | good -
=) WBC 6590 — 6680
?’Z’.:ng SP- E:; lower abdominal pain | fever |
6 | 34 |endometritis | Tmas 600 6 3.6 |tenderness of uterus ! good | —
B. fragilis (+)
NT WBC 11090

CNS: coagulase-negative Staphylococcus ~ NT: not tested
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Table 2-2. Clinical results of loracabef treatment
Isolated organism Dosage - .
No. |Age| Di . bef MIC — - Notes Clinical | Side
0.|Age | LIagnosis elore (ug/mi) | dally dose | duration | total (clinical response) effect | effects
after (mg) | @ay) | @
puerperal | S. epidermidis (+) i 6.25 fever | pain of lower extremity |
7 | 33 | intrauterine | Peptostreptococcus sp. (+) i 0.05 400 5 2.0 |tenderness of uterus | good -
infection (=) WBC 13600 — 7490
... | N. gonorrhoeae leukorrhea |
8 | 25 | cervicitis A 600 7 4.2 WBC 13600 — 5960 good -
C. trachomatis (+) fever » lower abdominal pain !
9 | 18 | cervicitis | P. asaccharolyticus  (+) 400 7 2.8 |tenderness of uterus — poor -
C. trachomalis (+) WBC 11000 — 7300
redness |
10|21 Bartholin's | B. fragilis (+) 400 7 28 swel.lmg l good _
abscess =) pain |
WBC 10390 — 5340
redness |
Bartholin’s | H. influenzae (+) | 625 swelling |
11| 34 abscess - = ’ 600 5 3.0 pain | good | —
WBC 11100 — 4720
CRP1.7 - <0.5
redness |
. . swelling |
12 | 49 B::shc‘:‘s‘; s |2 ‘”ﬂ“’”‘(“i ) #) 60 | 6 |36 pain | good | —
WBC 14160 — 7220
CRP5.2 - 1.2
infected | S. epidermidis (+) i 125 swelling |
13 | 42 | bartholinian | E. faecalis (+) i 200 | 400 5 |20 g poor | —
pain |
cyst NT
infected . redness |
14 | 57 | bartholinian | £ - W 0B ] 40 | 5 |20 swelling § good | —
cyst pain |
uerveral fever 38.7 - 36.5
15 | 31 | PUerPe! NT 600 5 |30 redness | good | —
mastitis -
swelling |
redness |
puerperal swelling |
16126 | " asitis NT 00 15 |20 WBC 16420 — 4710 good | —
CRP4.2 - 0.7
redness |
puerperal swelling |
7125 |  astits NT 400 5 |20 WBC 11190 — 3350 good | —
CRP4.4 - 14
fever 39.3 - 36.0
puerperal redness |
18 | 25 mastitis NT 400 10 4.0 swelling | good -
CRP6.4 - 2.3
redness |
puerperal swelling |
19 | 27 .. -
mastitis NT 400 5 |20 WBC 9290 — 5990 good
CRP1.2 - <0.5

NT: not tested
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Table 3. Clinical efficacy of loracarbef

Clinical efficacy
Diagnosis No. of cases ~oelent go0d boor Efficacy rate (%)
Endometritis 6 6 6/6
Puerperal intrauterine infection 1 1 11 "
Cervicitis 2 1 1 1/2
Bartholin's abscess 3 3 3/3
Bartholinian cyst 2 1 1 1/2
Mastitis 5 5 5/5
Total 19 17 2 17/19 (89.5)

Table 4. Bacteriological response to loracarbef

Isolated organism No. of strains Eradicated Persisted Eradication (%)
S. epidermidis 3 1 2 1/3
Streptococcus sp. 1 1 0/1
Peptostreptococcus spp. 5 3 2 3/5
E. coli 1 1 1/1
H. influenzae 3 3 3/3
N. gonorrhoeae 1 1 11
C. trachomatis 1 1 01
Bacteroides spp. 2 1 1 1/2

Total 17 10 7 10/17 (58.8)
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Table 5. Laboratory findings before and after treatment with loracarbef

RBC WBC Platelet Hb | Ht | ESR CRP GOT | GPT | ALP | BUN | Creatinine
(x10*/mm® | (mm®) | (x 10%mm®) | (g/dl) | (%) | (mm/h) (KU) | (KU) | (KAU) | (mg/d) | (mg/dl)
1 B 456 9730 22.8 13.0 | 40.7 — 2.4 12 4 1.6 12.8 1.0
A 434 6220 22.4 12.4 | 38.8 — <0.5 13 3 1.6 16.1 1.0
2 B 438 8340 22.5 12.3 | 36.5 15 3.0 9 5 1.5 9.0 0.9
A 440 4280 25.2 12.1 | 39.8 — 0.5 — — — — —
3 B 400 11290 40.3 12.5 | 38.6 74 5.1 — — — — —
A 424 8200 28.9 13.1 [ 41.0 26 <0.5 — — — - -
4 B 449 11330 19.5 13.8 [ 42.8 — 2.9 9 3 1.3 13.1 0.8
A 419 6250 25.4 13.2 | 38.2 — 0.5 12 5 1.3 14.1 0.8
5 B 409 6590 22.1 12.4 (354 26 — 9 3 1.1 9.6 0.8
A 443 6680 23.7 13.1 | 40.0 6 - — - — 11.1 0.7
6 B 433 11090 213 13.9 [42.8 17 0.5 11 5 1.5 7.1 0.8
A _ _ _ _ _ — _ _ —_ — - _
7 B 448 15070 27.8 14.4 | 42.3 42 11.5 — — - — —
A 431 7490 30.5 13.6 (41.8 35 0.9 12 11 1.7 19.3 0.9
8 B 411 13600 24.1 13.3 | 39.9 — 4.3 10 2 1.6 8.6 0.9
A 446 6550 35.4 13.6 | 42.5 — 0.5 — — — — —
9 B 451 11000 27.6 14.8 | 43.2 26 2.2 13 3 1.5 11.8 1.0
A 402 7300 24.2 12.0 | 37.6 - 0.5 — — — — —
10 B 481 10390 42.8 14.9 | 45.3 — <0.5 12 7 2.0 8.8 1.1
A 447 5340 31.8 13.7 | 42.0 — <0.5 11 4 1.7 11.5 1.0
1 B 448 11100 17.2 12.7 | 36.8 — 1.7 11 6 1.5 11.3 0.8
A 414 4710 18.9 11.9 | 34.8 — <0.5 — — — — -
12 B 403 14160 22.1 12.9 | 40.6 45 5.2 — — — - -
A 408 7220 26.0 12.9 | 43.2 14 1.2 — — — - —
13 B 416 6470 22.7 13.2 | 40.8 15 1.3 10 4 1.5 11.9 0.8
A — - — — — — — — - - — —
14 B 452 4550 19.9 13.4 (42.6 51 + 22 9 1.5 10.2 0.8
A 453 5850 18.6 13.1 [ 43.1 24 — 17 8 1.3 14.6 0.9
15 B 443 8920 17.4 12.6 | 39.0 — — 17 7 1.9 17.3 0.9
A 429 4760 21.8 12.1 | 38.2 — — 13 7 — 12.9 0.8
16 B 451 16480 23.0 13.9 [41.8 — 4.2 — - — — -
A 418 4710 27.7 12.9 | 38.9 — 0.7 — — — — —_
17 B 426 11190 22.2 12.6 | 36.5 18 4.4 15 5 1.8 124 1.0
A 406 3350 26.1 12.1 | 34.1 e 14 — — — — -
18 B 440 8540 28.6 13.8 | 43.1 — 6.4 16 8 2.9 14.0 0.8
A 406 6380 42.2 12.5 | 40.3 — 2.3 14 8 2.2 10.4 0.8
19 B 433 9290 19.2 12.7 | 39.6 — 1.2 — — — — -
A 460 5990 21.7 13.7 | 43.1 — <0.5 — — — — —

B: before treatment  A: after treatment
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Pharmacokinetics and clinical studies of loracarbef
in the fileld of obstetrics and gynecology

Seiji Matsuda, Saburo Ando, Kinki Oh and Chizuko Kawamata
Department of Obstetrics and Gynecology, Koto Hospital
6-8-5 Ohjima, Koto-ku, Tokyo 136, Japan

Loracarbef (LCBF), a new carbacephem, was evaluated for its tissue concentration in female

genital organs and its clinical usefulness in various obstetric and gynecological infections. After

oral administration of 200 mg of LCBF, peak serum concentrations in the uterine artery and the

cubital vein were 2.96 and 2.71 ug/ml, respectively, while the peak genital tissue concentration

was 0.775 pg/g. LCBF was administered to 19 patients with endometritis, puerperal intrauterine

infection, Bartholin's abscess, cervicitis, bartholinian cyst and mastitis. The clinical response was
good in 17 cases and poor in 2. No side effects were observed in 19 cases.



